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CLAIMS 



1. PyMdylalkane, pyridyialkene and pyridylaikine acid 
amides or\the general formula (I) 




(i: 



•narai n r^ia 



n Che suostituer.t: 



n=v6 L.ne icjLiov/ma meanmcs 



R4 



R2 



is selected from 

hydrogen, halogen, cyaV), aikyi, aikenyl, alkinvl, 
fluoroalkyl such as triJffTforomethyl , cycioalkyl, 
hydroxyaikyl, hydroxy, fa\oxy, cycioalkyioxy, araikvioxy 
such as benzyioxy, alk^epyVixy, alkylthio, 
alkoxycarbonyl, amir.ocar3on\ , alkylaminccarbonyl , 
dialkylaminocarbonyl, carboxyXWyl such as phenyl, 
aryloxy such as phencxy, arylth\ such as phenylrhio, 
heteroaryloxy such as ?yridyloxy,\heteroaryithio such as 
pyridylthio, and NR 4 r5, whereby 



an 



id R= are selected independently of each other from 
hydrogen, alkyl, aikenyl, aikinyl, ar\lkyl such as 
benzyl and aryl such as phenyl; 

is selected from 

hydrogen, halogen, cyano, alkyl, fluoroal\vl such as 

trifiuoromethyl, hydroxy, alkoxy and aralk\loxy such as 
benzyioxy; 



R 3 is selected from \ 

hydrogen, alkyl, aikenyl, aikinyl, hydroxy, a\oxy and 
aralkyloxy such as benzyioxy; \ 
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k is th\e number 0 or 1, 
A is selected from 

alkylene, V)Ptionally substituted cne to three-fold by 
alkyl, hydVjxy, alkoxy, fluorine, or aryl such as 
phenyl; \ 

alkylene, wherein a methylene unit is isosterically 
replaced by 0, V NR^, CO, SO or S0 2 , whereby, with the 
exception of CO, V: he iscsteric substitution cannot be 
adjacent to the amide group and R 6 is hydrogen, alkyl, 
alkenyl, acyl or aManesulfonyl; 

1, 2-cyclopropylene; \ 

alkenylene, optionally \ubstituted once or twice by 
alkyl, hydroxy, alkoxy, Yluorine, cyano or aryl such as 
phenyl; \ 

alkadienylene, optionally substituted once or twice by 
alkyl, fluorine, cyano or aA/1 such as phenyl; 

1, 3, 5-hexatrienyiene, optionajVy substituted by alkyl, 
fluorine, cyano or aryl such aAphenyl; and 

ethinylene \ 
D is selected from \ 



alkylene with at least 3 cartffcn atom^\optionally 
substituted once or twice by akkyl, l\drWcy, alkoxy o 
aryl such as phenyl; \ A 

alkenylene with at least 3 carbon atoms V>r . alkadienyl 
with at least 5 carbon atoms, optionally\substi tuted 
once or twice by alkyl, hydroxy, alkoxy o\ aryl such 
phenyl; \ 
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alkirt^lene with at least 3 carbon atoms or alkeninylene, 
with at least 5 carbon atoms, optionally substituted 
once oAtwice by alkyl, hydroxy, alkoxy or aryl such as 
phenyl; \s well as 

aikylene, alkenylene or alkinylene each with at least 3 
carbon atoms\ wherein one to three methylene units, with 
the excepticnXof the (G) -terminal methylene group, are 
isostericaliy \epiaced by O, S, NR 7 , CO, SO or SO?, 
whereby R 7 is synonymous with R 6 , but is selected 
independently thereof; 

is selected from Gl\ G2, G3, G4, G5 or Go with the 
proviso that G muse \ontain at least one aromatic ring, 
wherebv 



has the meaning 



(CR 9 £ 10 ) m R 8 



(Gl 



wnereoy 

is the number 0 or 1, and 



is selected from 

aralkyl such as benzyl or dirSjhenylmethyl , aryl such as 
phenyl ; 

monocyclic aromatic five- or si A-membered heteroc vcles , 
which can contain one to three hlfcero-atoms selected 
from N and/or S and/cr 0 afidar^s^i ther bound directly 
or over a methylene group; 

aneilated bi- and tricyclic\ arcmatifc ^ partially 
hydrated carbocyclic ring systems wi\h" o to 18 ring 
atoms and at least one aromatic ringA whereby the 
linkage can occur either over an aromatic or a hydrated 
ring and either directly or over a methylene group; 
aneilated bi- and tricyclic aromatic orXpartially 
hydrated heterocyclic ring systems with \ to 18 ring 
atoms and at least one aromatic ring, whereby one to 
three ring atoms can be selected from N a5d/cr S and/or 
O and the linkage can occur either over anXaromatic or a 
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hydratedN^ing and either directly or over a methylene 
group; 

is selected fYom 

hydrogen, alkyV alkenyl, alkinyl, cycloalkyl; 
aralkyl such as Toenzyl, aryl such as phenyl; 
saturated or unsaturated, four- to six-membered 
heterocycles, whick can contain one or two hetero-atoms 
selected from N and/\r S and/or O; 

monocyclic aromatic fiv^e- or seven-membered 
heterocycles, which can Vjntain one to three hetero- 
atoms selected from N and>or S and/or 0 and are either 
bound directly or over a methylene group; 
anellated bi- and tricyclic \romatic or partially 
hydrated carbocyclic ring systems with 8 to IS ring 
atoms and at least one arcmatidV ring, whereby the 
linkage can occur either over aAaromatic cr a hydrated 
ring and either directly or over \ methylene group; 
anellated bi- and tricyclic aromatVc or partially' 
hydrated heterocyclic ring systems \ith 3 to 18 ring 
atoms and at least one aromatic ring\ whereby one to 
three ring atoms can be selected fromV and/or s and/or 
0 and the linkage can occur either oveAan aromatic or a 
hydrated ring and either directly or ove\ a methylene 
group; 



is synonymous with R 9 , but can be s 
thereof, and also hydroxy; 

is the grouping 



etectedNu-idependently 



= Cr8 R 9 



(G2) 



which is bound to D by means of a double bond, 

wherein r8 and r9 have the above meaning, or wherebj 
this grouping = c R 8 R 9 can also be a ring system bound 
over the carbon atom, selected from 
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an^llated bi- and tricyclic partially hydrated 
carbVyclic ring systems with S to 18 ring atoms and at 
least \ne aromatic ring; 

anellateta bi- and tricyclic partially hydrated hetero 
cyclic riVf systems with 8 to 18 ring atoms and at leas 
one aromatic ring, whereby one to three ring atoms ca 
be selected \rom N and/or S and/or 0; 

is selected frc5r 



X -\(CH 2 ) n (CR 9 Rl°) m R 8 



(G3a; 



NR°R 



8p9 



(G3b) 



whereby nr arid the sublcituents R 8 , R 9 and R 10 can have 
above meanings, and 

is the number 0, 1 or 2, 



has the meaning NR 11 , o or s\ 



wnerebv 



has the same meaning as R 4 , bu\ is selected 

independently thereof, or the gtouping NR 8 R 9 can also 

be a nitrogen heterocycie bound d^er the nitrogen atom, 
selected from 

eneilated bi- ~..d tricyclic aijcmTc^or partially 
hydrated heterocyclic ring systems wYtn\8 to 18 ring 
atoms and at least one aromaticV ring, Vvhi^, aside from 
the essential nitrogen atom, canVcontaVi 1 or 2 further 
hetero-atoms selected from N and\r S a\i/or O; and 

is selected from 



-NR 11 C Y tc.nWO 



(CR»R™) m R 



8 



(G4a) 
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"NR C NR 8 R 9 

II 
Z 



(G4b) , 



with the \roviso that the structural element D G 

cannot cont\in a total cf more than 1 amide grouping 
(>N-CO-C<- orV ->C-CO-N<) , v/hereby m and the • 
substituents R 8 \ R 9 , r!°, r 11 and the grouping NR 8 R 9 can 

have the above deVined meanings with the proviso that 
the residues 




•C— Y— (CR9R^) m R 8 

O 



cannot be identical, and 
is selected from 

methylene, ethylene, etheny^ene, cycloalkylene 
represent a bond, and 

has- the meaning 0 or S; 

has the meaning 



NR 11 SO- 



R 



12 



(G5) 



wherein R 11 has the above 



leaningX and 



is selected from 
alkyl, aryl such as phenyl; 
monocyclic aromatic five- or six-membered heWocycles, 
which can contain one to three hetero-atoms selected 
from N and/or S and/or 0; 

anellated bi- and tricyclic aromatic or partially 
hydrated carbocyclic ring systems with 8 to 18 \ing 
atoms and at least one aromatic ring, whereby th< 
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lirvkage can occur either over an aromatic or a hydrated 
ring} 

anellcNted bi- and tricyclic aromatic or partially 
hydrateei heterocyclic ring systems with 8 to 13 ring 
atoms anck at least one aromatic ring, whereby one to 
three ringV atoms can be selected from N and/or S and/or 
O and the lYnkage can occur either over an aromatic or a 
hvdrated rinc 



is selected fr 



Ar 1 




'wherein X -can have tha above meanings and 

and Ar 2 are selected independently from each other from 
aryl such as phenyl or nabhthyl as well as heteroarvl 
such as ovridvl; 



and whereby aromatic ring systems\in the substituents R 1 , 
R2, r3, R 4 / R 5 / r 8, r9/ Ri0/ R ll, \l2, ^1 and ^2 

and/or in 

ring systems = C R 8 R 9 and NR 8 R 9 cran be substituted 

independently from each other by oneVo three of the same or 
different groups selected from 

halogen, cyano, alkyl, fluoroalkyl sucHVas trif luoromethyl , 
cycloalkyl, aralkyl such as benzyl, aj^Asuch as phenyl, 
hydroxy, hydroxyalkyl , alkoxy, alkofcy ent^^ly or partially 
substituted by fluorine, aralkyloxylsuch ^ b^ozyloxy, 
aryloxy such as phenoxy, mercapto, aVkylth\, aSdthio such 
as phenylthio, sulfo, carboxy, carbowalkyl A carboxyalkenyl , 
alkoxycarbonyl, aral kyloxycarbonyl sucV as befozyloxycarbonyl , 
nitro, amino, aminoalkyl, mono-alkylami\o, di\ alkyl ) amino 
and, for two adjacent residues on the aromatic Ying, 
methylenedioxy and 



whereby alkyl -and cycloalkyl residues in the grouAG can be 
substituted by one or two of the same or dif f erent Vesidues 
selected from \ 
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hydroxy, \carboxy, alkoxycarbonyl, aralkyloxycarbonyl such as 
benzyloxycVrbonyl, amino, mono-alkylamino and di- 
(alkyl) amine 

the cis- and trtans-isomers as well as E- and Z-isomers of the 
above defined coVpounds, especially in the case that A is a 
cyclopropane ringV»r D contains one or more double bonds, 
including the enanttiomers, diastereomers and other isomers of 
the above defined coVpounds, optionally in pure form or as 
their racemic and/or n>pn-racemic mixtures; 

the tautomers of the above defined compounds, in the optional 
case that G represents a heterocyclic aromatic ring or one 
which simultaneously contains substitutions by free hydroxy, 
mercapto or amino groups; asVwell as the corresponding 

acid addition salts of the abov^ defined compounds including 
their hydrates and solvates 



2. Pyridylalkane, pyridylalkene a¥id pyridylalkine acid 
amides of the formula (I) 




wnerein the substituents have the following melnings : 



R 1 is selected from 

hydrogen, halogen, cyano, C^-Ce-alkylX C 3 -C 6 \lkenyl, 
C 2 -C 5 -alkinyl, trif luoromethyl, C 3 -C 8 -cycloalkVl , C^Cq- 
hydroxyalkyl, hydroxy, Ci-Ce-alkoxy, C 3 -C 8 - V 
cycloalkyloxy, benzyloxy, Ci-Cv-alkanoyloxy, Ci4s 6 - 
alkylthio, C 2 -C 7 -al koxycarbonyl , aminocarbonyl , c\-C 7 - 
alkylaminocarbonyl, C 3 -C 13 -dialkylaminocarbonyl / 
carboxy, phenyl, phenoxy, phenylthio, pyridyloxy, 
pyridylthio, and NR 4 R 5 , whereby 
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R 4 and>^5 are selected independently of each other from 
hyd\ogen, C^-Cg-alkyl, C 3 -C 6 -alkenyl, C 3 -C 6 -alkinyl, 
benzy\ and phenyl; 

R 2 is selected from 

hydroge^Viaiogen, cyano, Ci-C 5 -Alkyl, tr i f luororuethyl , 
hydroxy, C^Cs-alkoxy and benzyloxy; 



is selected f 
hydrogen, Cj.-CV-alkyl, C 3 -C 6 -alkenyl, 
hydroxy, C]^C g-aJ&oxy and benzyloxy; 



c 3 _c 6 _a ikinvl, 



is 0 or 1, 



is selected from 



Cx-Cs-alkylene, optionally substituted one to three-fold 
by C 1 -C 3 -alkyl, hydroxy, c\-C 3 -alkoxy, fluorine, or 
phenyl ; 

C2-Cg-alkylene, in which a methylene unit is 
isosterically replaced by 0, S,\nr6, CO, SO or SO?, 
whereby,- with the exception of cA the isosteric 
substitution cannot be adjacent to\the amide group and 
R is selected from hydrogen, Ci-cAalkyl, C 3 -C 5 -' 



alkenyl, C^-Ce-Acyl or C^Cg-alk^nesVlfonyl ; 



1 , 2-cyclopropylene ; 

C 2 -C 6 -alkenylene, optionally subs 
by C 1 -C 3 -alkyl, hydroxy, CT-C^alkoxy, 
or phenyl; 




or twice 
luo^rine, cyano 



C 4 -C 6 -alkadienylene, optionally substituted on\e or 
twice by C 1 -C 3 -alkyl, fluorine, cyano or phenyl? 
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1, 3, Vhexatrienylene, optionally substituted by C2-C3- 
alkyl,Vluorine, cyano or phenyl; as well as 

ethinylene 



is selected 



:om 



C 3 -Ci 2 -alkylene\ optionally substituted once or twice by 
Ci-Cg-alkyl, hydroxy, Cx-Cg-alkoxy or phenyl, 

C 3 -Ci 2 -alkenylene o^r C5-Ci 2 -alkadienylene, optionally 
substituted one or twke by C^-Cg-alky!, hydroxy, C 1 -C 6 - 
alkoxy or phenyl; 



C 3 -C 12 -alkinylene or Cs-CiY-alkeninylene, optionally 
substituted one or twice by^-Cg-alkyl, hydroxy, Ci-C b 
alkoxy or phenyl; and 



C 3 -C 12 -alkylene, C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, wherein, with the exception of the (G)- 
terminal methylene group, one to tnree methylene units 
are isosterically replaced by 0, S, \r 7 , CO, SO or S0 2 , 
whereby R 7 is synonymous with R 6 , but\s selected 
independently thereof; 



is selected from Gl, G2, G3, G4, G5 or GT6 with the 



proviso that G must contain at least 
whereby 



has the meaning 



and 



(CR 9 R 10 ) m R 8 




■ma tic ring, 



is 0 or 1, 



is selected from 

benzyl, diphenylmethyl , phenyl; 
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ftanocyclic aromatic five- or six-membered heterocycles , 
wlrich can contain one to three hetero-atoms selected 
fronwN and/or S and/or 0 and are either bound directly 
or ov^r a methylene group; 

anellated bi- and tricyclic aromatic or partially 
hydratec^arbocyclic ring systems with 8 to IS, 
especiall^/ith up to 16 ring atoms, and at least one 
aromatic rir^, whereby the linkage can occur either ove 
an aromatic, ^r a hydrated ring and either directly or 
over a methylene group; 

anellated bi- and tricyclic aromatic or partially 
hydrated heterocyclic ring systems with 8 to 18, 
especially with upVo 16 ring atoms, and at least one 
aromatic ring, whereby one to three ring atoms can be 
selected from N and/cfl^S and/or 0 and the linkage can 
occur -either over an a^matic or a hydrated ring and 
either directly or over\ methylene group; 




is selected from 
hydrogen, C^-Ce-alky!, C 3 -C 6 ^alkenyl , C 2 -C 6 -alkinyl, C 3 - 
Cg-cycloalkyl ; 

benzyl, phenyl; 

saturated or unsaturated, four- tvp seven-membered 
heterocycles, which can contain Oi\ or two hetero-atoms 
selected from N and/or S and/or 0; 

monocyclic aromatic five- or s^-merf&^red heterocycles, 
which can contain one to- three! hetero-l^ms selected 
from N and/or S and/or 0 and a\e either\boS§d directly 
or over a methylene group; 

anellated bi- and tricyclic arorr\tic or p^irtia^iy 
hydrated carbocyclic ring systemsV*ith 8 t\l8, 
especially with up to 16 ring atomV and at\east one 
aromatic ring, whereby the linkage can occur\ither over 
an aromatic or a hydrated ring and either directly or 
over a methylene group; \ 
anellated bi- and tricyclic aromatic or partiall\ 
hydrated heterocyclic ring systems with 8 to 18, \ 
especially with up to 16 ring atoms, ring atoms ca\ be 
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selected from N and/or S and/or 6 and the linkage can 
occur either over an aromatic or a hydrated ring and 
either directly or over a methylene group; 

is synonymous with R 9 , but is selected independently 
thereof, or c\n be hydroxy; 

is the grouping 



= CR°R 



8 D 9 



(G2) 



which is bound to D byWeans of a double bond, 
wherein R 8 and R 9 have t\e above meaning or whereby the 
grouping =CR 8 R 9 can alsckbe a ring system bound over 
the carbon* atom, selected frbm 

anellated bi- and tricyclic partial hydrated carbocyclic 
ring systems with 8 to 18, especially up to 16 ring 
atoms, and at least an aromatic sing; 

anellated bi- and tricyclic partially hydrated hetero- 
cyclic ring systems with 8 to 18, especially up to 16 
ring atoms, and at least one aromatic^ ring, wherebv one 
to three ring atoms can be selected fr§m N and/or S 
and/or 0; 



is selected from 



or 



X (CH 2 ) n (CrV 0 ), 

NR 8 R 9 



(G3a) 



LG3b) 



whereby m and the substituents R 8 , R 9 a: 
the above meanings, and 



ilO 



is the number 0, 1 or 2 



has the meaning NR 11 , 0 or S, whereby 
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R 11 ha^the same meanings as R 4 , but is selected 

independently thereof, or the grouping NR 8 R 9 can also 

be a nitrogen heterocycie bound over the nitrogen atom, 
s elect ed\f rom 



*4 • 



anellated bV- and tricyclic aromatic or partially 
hydrated heterocyclic: ring systems with 8 to 16 ring 
atoms and at l^ast an aromatic ring, which, aside from 
the essential nixrogen atom, can contain 1 or 2 fur the: 
he tero-a terns selected from N and/or S and/or 0; and 



is selected from 



"NR 



or 




(CR 9 R 10 ) m 



C NR 8 R 9 



(G4a; 



(G4b) , 



with the proviso that the structural element D G 

\ 

cannot contain a total or more t<han 1 amide grouping 
(>N-CO-C^- or ->C-CO-N<) , wherebyim and the 

substituents R 8 -, R 9 , R 10 , R 11 and • t?he grouping NR 8 R 9 can 

\ 



have the above meaning with th 
residues 



anc 



iso that the 




cannot be identical, and 



is selected from 
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metf^ylene, ethylene, ethenylene, C 3 -C 7 -cycloalkylene or 
represents a bond, and 

is 0 orV; 



G 5 has the 



meaning 



-NR 11 SO, r12 



(G5) 



wherein R 11 has Yhe above meaning, and 



R 12 is selected from 

Ci-Cs-alkyl, phenyl^ 

monocyclic aromatic f&ve- 
which can contain one \o 
from N and/or S and/o 



■ or six-membered heterocycles , 
three hetero-atoms selected 



anellated bi- and tricyclic aromatic or partially 
hydrated carbocyclic ring\sys terns with 8 to 18, 



especially up to 16 ring a^bms, and at least an aromatic 
ring, whereby the linkage cam occur either over an 
aromatic or a hydrated ring; \ 

anellated bi- and t r i cy c lie a r oma tic or partially 
hydrated heterocyclic r^hT^y^ms with 8 to 18 ring 
atoms, especially up toll 6 ring and at least one 

aromatic ring, whereby o\e to thrle-rW atoms can be 
selected from N and/or S Vnd/or 0 aVd thVlinkage can 
occur either over an aroma\ic or a hydrated ring; 



-s selected from 



(*G6) , 



wherein X can have the above meanings and 

Arl and Ar 2 are selected independently of each othe\ f rom 
phenyl, pyridyl or naphthyl; 
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and ^hereby aromatic ring systems in the substituents R 1 , 

R 2 , r\ R 4 , R 5 / R 8 / R 9 / R 10 , R 11 , R 12 , Ar 1 and Ar 2 and/or in 
ring systems =cr 8 r 9 and NR 8 R 9 can be substituted 



from each other by one to three of the same or 
selected from 
C^-Cg-alkyl, trif luoromethyl, C2~Cq- 



independer 

different 
halogen, cyai 

cycloalkyl, benzyl, phenyl, hydroxy, C 1 -C 6 -hydroxyalkyl , Ci- 
Cs-alkoxy, Ci-cValkoxy entirely or partially substituted bj 
fluorine, benzyloV/, phenoxy, mercapto, C]_-C5-alkyl thio, 
phenylthio, sulfo, \arboxy, C2"C7-carboxyalkyl , C3-C7- 
carboxyalkenyl , C2-cValkoxycarbonyl, benzyloxycarbonyl , 
nitro, amino, Ci-Cg-amVicalkyl, mono-C^-Cg-al kylamino , di- 
(Ci-Cg-alkyl) amino and, \cr two adjacent residues cn the 
aromatic ring, methylenedrbxy and 



whereby alkyl and cycloalkyl Residues in the Group G can be 
substituted by one or two of tnfe same or different groups, 
selected from \ 

hydroxy, carboxy, C2-C7-alkoxycarbonyl, benzyloxycarbonyl, 
amino, mono-Ci-Cg-alkylamino and d\ (C^-Cg-alky! ) amino; 



aoove 



jomers of th 

defined compounds , especially in the case that A is a 




and Z- 



he cis- and t rans-isomers, E- 

/ in the c 

cyclopropane ring or D contains one or mote double bonds, 
including the corresponding enantiomers, dlastereomers and 
other isomers of the above defined compounds, optionally in 
pure form or as the', racemic and/or non-rac^ic mixtures; 

the tautomers of the above defined compoun 
case that G represents or contains a heter 
ring with simultaneous substitution by free 
or amino groups; as well as the correspond! 

acid addition salts of the above defined compounds including 
their hydrates and solvates. 

3. Compounds according to claims 1 or 2 according to tl 
general formula (I) 
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(I) 

wherein the substtituents have the following meaning: 
is selected fr< 

hydrogen, halogeV cyano, Ci-Cg-alkyl, trif luoromethyl, 
ethinyl, hydroxy / V 1 -C 4 -alkoxy, benzyloxy, C 1 -C 4 -alkyl- 
thio, C2-C5-alkoxyc^rbonyl, aminocarbonyl , C3-C9- 

dialkylaminocarbonyl^carboxy, phenoxy, phenylthio and 
pyridyloxy; 



R2 



is selected from 
hydrogen, fluorine, chorinV, bromine, C 1 -C 4 -alkyl / 
trif luoromethyl, hydroxy, <\-C 4 -alkoxy; 



R3 



is selected from 
hydrogen, C 1 -C 3 -alkyl, allyl, 

benzyloxy; 



Lvdroxy, C 1 -C 3 -alkoxy and 



is 0 or 1, 



is selected from 

Cx-Cg-alkylene, optionally lubstitutedVnce or\£wice by 
C 1 -C3-alkyl, hydroxy, fiuorAe or pheny\ 

C2-Cg-alkylene, wherein a methylene unit i^s 
isosterically replaced by 0, SANK, N(CH 3 )\r CO, 
whereby, with the exception of cV the isost\ric 
substitution cannot be adjacent t\ the amide Voup, and 



1/ 2-cyclopropylene; 

C 2 -C 6 -alkenylene, optionally substituted once or \rice 
by C 1 -C 3 -alkyl, phenyl, hydroxy and/or fluorine; 
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C^Ce-Alkadienylene, optionally substituted once or 
twio^ by methyl or fluorine; 

1 , 3, 5-ftexatrienylene, optionally substituted by methyl 
or fluortme, and 

ethinylene \ 

is selected fr^m 

C3-C 1 2-alkylene / ^optionally substituted once or twice by 
C 1 -C3-alkyl / hydroxy or phenyl; 

C 3 -C 1 2-alkenylene / optionally substituted once or twice 
by Ci-C3-alkyl, hvdrox\ or ohenyl; 

A ' 

C 3 -C 12 -alkinylens, optionally substituted once or twice 
by C 1 -C3-alkyl / hydroxy oAphenyl, and 



C 3 -C 12 -alkylene / C 3 -C 12 -alke!Llene or C 3 -C 12 -alkinylene, 
wherein one to three methyleneVmi ts are isosterically 

replaced by 0, S, NH, N(CH 3 ), n\ocH 3 ) , N(S0 2 CH 3 ), CO J- 
S0 2 ; 



is selected from Gl, G2, 
proviso that G must con 
whereby 



has the meaning 



G5\or G6 with the 

aromatic ring, 



whereby 

is the number 0 or 1, 




(CR 9 R 1 \_ R 8 



(tl) 



is selected from 

benzyl, diphenylmethyl , phenyl; 
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ben^ocyclobutyl, indanyl, indenyl, oxoindanyl, naphthyl, 
dihycfcronaphthyl, tetrahydronaphthyl, biphenylenyl , 
fluoroViyl, oxof luoroenyl, anthryl, dihydroanthryl , 
oxodihycftroanthryl, dioxodihydroanthryl , phenanthryl, 
dibenzocyadoheptenyl, dihydrodibenzocycloheptenyl , 
oxodihydrooibenzocycloheptenyl/ 
dihydrodibenzpcyclooctenyl or 

tetrahydrodibefezocyclooctenyl, bound directly or over a 
methylene group) 



furyl, thienyl, pyrrolyl, oxazolyl, isoxazolyl, 
thiazolyl, isothiaz^lyl , pyrazolyl, imidazolyl, 
oxadiazolyl, thiadiarolyl, triazolyl, pyridyl, 
pyrazinyl, pyridazinyl\ pyrimidinyl, triazinyl, 
benzof uryl, dihydrobenzo^furyl , ben zo thienyl , 
dihydrobenzo thienyl, indoYyl, indolinyl, i so indolinyl, 
oxoindolinyl/ dioxoindolinya , benzooxazolyl, 
oxcbenzooxazolinyl, benzoisokazolyl , 
oxobenzoisoxazolinyl, benzothi^azolyl , 
oxobenzothiazolinyl , benzoisotimazolyl, 
oxobenzoisothiazolinyl, benzoimiaazolyl, 
oxobenzoimidazolinyl, indazolyl, oxoindazolinyl, 
benzof urazanyl, benzothiadiazolyl, Noenzotriazolyl, 
oxazolopyridyl, oxodihydrooxazolopyrkdyl, 
tHiazolopyridyl, oxodihydrothiazolopykidyl, 
isothiazolopyridyl, imidazopyridyl, \ 
oxodihydroimid^zopyridyl , pyrazolopyridy^l, 
oxodihydropyr azolopyridyl , thienopyrimidfkyl, chromanyl , 
chromanonyl, benzopyranyl, chromonyl, quincblyl, 
isoquinolinyl, dihydroquinolinyl , oxodihydroquinolinyl , 
tetrahydroquinolinyl, cxotetrahydroquinolinyk, 
benzodioxanyl, quinoxalinyl, quinazolinyl , \ 
naphthyridinyl, carbazolyl, tetrahydrocarbazoly^l , 
pyridoindolyl , 1 , l-dioxo-l-thia-2-aza-acenaphth£nyl, 
acridinyl, oxodihydroacridinyl , phenanthridinyl , \ 
oxodihydrophenanthridinyl, dihydrobenzoisochinolin\l , 
oxodihydrobenzosoquinolinyl, phenothiazinyl , 
dihydrodibenzooxepinyl, oxodihydrodibenzooxepinyl , 
ben zocyclohept a thienyl, oxobenzocyclohept a thienyl, 
dihydrothienobenzothiepinyl, oxodihydrothienobenzo- 
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tndepinyl, dihydrodibenzothiepinyl, 

oxcJ&ihydrodibenzothiepinyl, octahydrodibenzothiepinyl , 
diben^zoa zepinyl , dihydrodibenzoazepinyl , 
oxodilwdrodib en zoa zepinyl , octahydrodibenzoa zepinyl , 
ben zocyeLLoheptapyr idyl, oxobenzocycloheptapyridyl, 
pyridobei^zoa zepinyl, dihydropyridobenzoa zepinyl , 
oxodihydrofeyridobenzoa zepinyl , dihydropyridobenzo- 
diazepinyl , V>xodihydropyridobenzodiazepinyl, 
dihydrodibenaooxa zepinyl, dihydropyr idobenzooxepinyl , 
dihydropyr idob'fenzooxa zepinyl , oxodihydropyridcbenzo- 
ox a zepinyl , dihVirodibenzot hi a zepinyl , 
oxodihydrodibenzt^t hi a zepinyl , dihydropyridobenzo- 
thi a zepinyl or oxc^ihydropyridobenzothiazepinyl> bound 
directly or over a methylene group; 

is selected from 

hydrogen, C^-Cg-alky!, 8^-C 6 -alkenyl, C 2 -C 6 -al kinyl , C 3 - 
Cg-cycloalkyl ; 

benzyl, phenyl; 

azetidinyl, tetrahydrof uryl\ tetrahydrothienyl, 
pyrrol idinyl, tet rahydropyrid&nyl , piperidinyl , 
hexahydro a zepinyl , piperaziny\ morpholinyl o: 
hexahydrodiazepinyl ; 

furyl, thienyl, pyrrolyl, oxazoly\ isoxazolyl, 
thiazoiyl, iso-thiazolyl , pyrazolyK imidazoiyl, 
oxadiazolyi, thiadiazoiyl , triazolyX pyridyl, 
triazinyl, bound directly or over >6r-n^hylene group 

indanyl, indenyl , oxo indanyl, naphthyl , Viihy^f onaphthyl , 
tetrahydronaphthyl, biphenylenyl, \f luoroenyl, 
oxof luoroenyl, anthryl, dihydroantHtoryl , Y 
oxodihydroanthryl, phenanthryl, dibefazocycrbheptenyl , 
dihydrodibenzocycloheptenyl, oxodihyc^>dibe$zo- 
cycloheptenyl, bound directly or over a. methylene group; 

benzofuryl, benzo thienyl, indolyl, indolinyl, 
isoindolinyl , oxoindolinyl, dioxoindolinyl , 
benzooxazolyl , oxobenzooxazolinyl, benzoisoxazoly 
oxcbenzoisoxazolinyl , benzothiazolyl 



\ 
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oxobefazothiazolinyl, benzoisothiazolyl, oxobenzoiso- 
thiazoMnyl, benzoimidazolyl, oxobenzoimidazolinyl , 
indazolyi, oxoindazolinyl, benzothiadiazolyl, 
benzotriaV>lyl, oxazolopyridyl, thiazolopyridyl, 
iso thiazolopyridyl , imidazopyridyl , quinolinyl, 
isoquinolinjA , oxodihydroquinolinyl , 
tetrahydroqui^olinyl , oxctetrahydroquinolinyl , 
carbazolyl, py^idoindolyl, dihydrobenzoisoquinolinyl , 
phenothiazinyl , Abound directly or over a methylene 
group; 

is synonymous with\ R 9 , but is selected independently 
thereof, or is hydro) 

is the grouping 



(G2) 



which is bound to D over a dfeuble bond, 

wherein R 8 and R 9 have the aboo/e meaning, or whereby the 
grouping =CR 8 R 9 can also be A ring system bound over 
the carbon atom, selected from 

indanyl, indenyl, tetrahydronaphtmyl , fluoroenyl, 
dihydroanthryl, tetrahydrobenzocyc^bheptenyl, 
dibenzocycloheptenyl, dihydrodibenj^ycloheptenyl; 
indolinyl, isoindol inyl , oxoindo. 
tetrahydroquinolinyl, tetrahydrolsoquin^olirv 
dihydroacridinyl, dihydrodibenzoo\ 

dihydrothienobenzothiepinyl , dihyc r — - 

dibenzoazepinyl, dihydrodibenzoazeAinyl , \ 
benzocycloheptapyridinyl, dihydroberWo- 
cycloheptapyridinyl, pyridobenzoazeprhyl, di&ydropyrido- 
benzoazepinyl, oxodihydropyridobenzooxepinyl , 
dihydropyridobenzothiepinyl ; 



is selected from 
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X (CH 2 ) n (CR 9 R1°)_ R 8 



n 



NR°R 



8 P 9 



(G3a) 
(G3b) 



wherebX m and the substituents R 8 , r9 and R 10 can have 
the aboveV defined meanings and 

is the numbar 0 or 1, 



has the mean 



indkNR 11 , 0 or S, whereby 



R 11 is selected from Hydrogen, C 1 -C 3 -alkyl, allyl, prcpinyl, 
benzyl and phenyl, \r the grouping 

NR R can also be a\nitrogen heterocycle bound over 
the nitrogen atom, selected from 

indoline, isoindoline, ( IHVdihydroquinoline, (1H)- 
tetrahydroquinoline, (2K) -tUtrahydroisoquinoline, (4H)- 
dihydrobenzocxazine, (4H) -dihVdrobenzothiazine, (1K)- 
tetrahydrobenzo [b] azepine, ( lnVtetrahydrobenzo- 
(c]azepine, (IK) -tetrahydrobenzoVd] azepine, (5H)- 
tetrahydrobenzo [b] oxazepyreT^^Atetrahydrobenzo- 
[b] thiazepine, 1,2,3, 4-tltrahydro^9Hrpyrido [3, 4- 
b.] indole, carbazole, tetJrahydrocarbEoSi^e, 1 , 1-di-oxo-l- 
thia-2-aza-acenaphthene,\ (10H) -dihydr^acrSdine, (10H) - 
dihydrophenanthridine, l\, 3, 4-tetrahydroacr\danone, 
( 1 OH) -phenoxazine, (iOH)-i 

dihydrobenzo [d, e] iso-quino^ne, idhj -aioenzoazepine, 
( 5H) -dihydrodibenzoazepine,\( 5H).-octahydrodi- 
benzoazepine, (5H) -dihycrodiBenzodiazepineX (5H) - 
benzo[b]pyrido[f]azepine, (5H^rdihydrobenzo\)] pyrido- 
[fjazepine, ( 1 IK) -dihydrodibenzb [b, e] oxazepiX, (11H)- 
dihydrodibenzo[b,e] thiazepine, ( 1 OH) -dihydrodifeenzo- 
[b, f]oxazepine, ( 1 OH) -dihydrodibenzo [b, f ] thiaze\ine, 
( 5H) - tetrahydrodibenzoazocine, ( 11H) - 
dihydrobenzo [e] pyrido [b] -1, 4-diazepin-6-one or 
dihydrobenzo [b]pyrido[e] -1, 4-diazepin-5-one; 



G4 



is selected from 



C Y (CR 9 R 10 ) 



-NR 11 C NR 8 R 9 

II 
Z 



(G4a) 



(G4b) , 



with the proviso that the structural element D G 

cannot contain a\total of more than 1 amide grouping 
(>N-CO-C<- or ->C^CO-N<) , whereby m and the 

substituents R 8 , R 9 \r 10 , R 11 and the grouping NR 8 R S can 

have the above meaning^ with the proviso that the 
residues 




cannot be identical, and 
is selected from 

methylene, ethylene, ethenylene, cyc\opropylene oj 
represents a bond, and 

has the meaning 0 or S; 

has the meaning 



"NR 11 SO* 



wherein R 11 has the above meaning, an 
is selected from 

phenyl, indenyl, naphthyl, anthryl; • 
furyl, thienyl, thiazolyl, pyridyl, 
benzothienyl or quinolinyl; 



olyl, 
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wis selected from 



1 



(G6) , 



wherein XWcan have the above meanings and 

^r 1 and Ar 2 are\elected independently of each other from 
phenyl , pyridyl orViaphthyl; 

and whereby aromatic Mng systems in the substituents R 1 , 
R 3 , R 8 , R^, rIO, r 11 / r V ^1 and Ar 2 and/or 

in rina 

systems =CR 8 R 9 . and NR$R 9 can be substituted 

independently from each othkr by one to three of the same cr 
different groups selected fj 

halogen, cyanc, Ci-Cg-alkyl, tkf luoromethyl, C 3 -Cg- 
cycloalkyl, benzyl, phenyl, hydroxy, Ci-Cg-hydroxyalkyl , d- 
Cg-alkoxy, Cj-Cg-Alkoxy entirely o\ partially substituted by 
fluorine, benzyloxy, phenoxy, mercaAo, Ci-Cg-alkylthio, 
phenyl thio, sulfo, carboxy, C 2 -C 7 -cari?©xyalkyl / C3-C7- 
carboxyalkenyl, C 2 -C7-alkoxycarbony2^^izyloxycarbonyl , 
nitro, amino, Ci-Cg-aminoalkyl, moao-Ci-CsS^lkylamino, di- 
(Ci-Cg-alkyl) amino and, for two adjacent r^sid^s on the 
aromatic ring, methylenedioxy . 



^the Gr^>up G can be 
residues , 



offerer 



whereby alkyl and cycloalkyl residues iiv 

substituted by one or two of the same or 
selected from 

hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxlycarbonyl , 

amino, mono-Ci-Cg-alkylamino and di- (Ci-Cg-alkyl ) amii 

4 . Compounds according to uf claims 1 accord\ig to 

the general formula (!) 
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N- 



(I) 



wherein the substituSsnts have the following meanings: 



R 1 is selected from 

hydrogen, fluorine, Vhlorine, bromine, methyl, ethyl, 
trifluoromethyl, hydroxy, Cx-Cj-alkoxy, phenoxy, 

methylthio, ethylthio, T^eth'oxycarbonyl , aminocarbonyl 
and carboxy; 

R 2 is selected from 

hydrogen, chlorine, methyl, hydroxy and rr.ethoxy; 

R 3 is hydrogen; 
k is 0, 



is selected from 

C 2 -C 5 -alkylene, optionally substituted o\ce^ 5X twice by 
hydroxy or fluorine; 

C2-Cg-alkylene, wherein a methylene unit is 
isosterically replaced by 0, S, orV), wherebY with the 
exception of CO, the isosteric substitution ca\ot be 
adjacent to the amide group; 

C 2 -C 6 -alkenylene, optionally substituted by methyl 
and/or fluorine; 

C 4 -C 6 -alkadienylene, optionally substituted by methyl^ 



ethinylene; 
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is selected from 

c 3~ c lCT^ k y lene / optionally substituted by methyl, 
hydroxy phenyl; 

c 3" c 10" alk ^Py lene / optionally substituted by methyl, 
hydroxy or p\enyl; 
c 3~ c 10~ alkin V% n e, optionally substituted by hydroxy or 
phenyl ; 

c 3" c 10" alk y lene / ^-CiO" a l k enylene or C3-C 10 -alkinylene, 
wherein, respective^, a methylene unit is isostericallv 
replaced by O, NH, NflCH 3 ) , or CO, or an ethylene group 
is isosterically replaced by a group NK-CO and/or CO-NH, 
or a propylene group i^sterically replaced by a group 
NH-CO-NH or NK-CO-0 and/\r O-CO-NH; 



is selected from Gi, G2, G3\g4, G5 or G6 with the 
proviso that G must contain || least one aromatic ring, 
whereby 

has the meanina 



whereby 

is the number 0 or 1, 



is selected from 
benzyl, diphenylmethyi , phenyl ; 




(Gl) 



indanyl , indenyl , oxoindanyl , naphthyl , 

tetrahydronaphthyl, fiuoroenyl, oxof luoroeiLl, anthryl, 
dihydroanthryl, oxodihydroanthryl , phenanthfyl, 
dibenzocycloheptenyi, dihydrodibenzocyclohepLnyl , 
oxodihydrodibenzocycloheptenyl, bound directl\or over a 
methylene group; 
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furyl, thi'enyl, pyrrolyl, oxazolyl, isoxazolyl, 
thiazVlyl, pyrazolyl, imidazolyl, thiadiazolyl , 
triazoV^l, pyridyl, pyrazinyl, pyrimidinyl , benzofuryl, 
benzoth^enyl, indolyl, indolinyl, isoindolinyl , 
oxoindoli\yl, benzooxazolyl, oxobenzooxazolinyl, 
benzoisoxa^lyly oxobenzoisoxazolinyl, benzothiazolyl , 
oxobenzothia^olinyl , benzoisothiazolyl, 
oxobenzoisotlmazolinyl, benzoimidazolyl, 

oxobenzoimida^Dlinyl, benzothiadiazolyl, benzotriazol vl , 
oxazolopyridylAoxcdihydrooxazolopyridyl, 
thiazolopyridylAisothiazolopyridyl, imidazopyridyl , 
oxodihydroimidazorwridyl, thienopyrimidinyl, 
chromanonyl, qu i no V l , isoquinolinyl, 
oxodihydroquinpliny^^^trahydroquinolinyl, 
oxotetrahydroqLinoliiWl, l^inoxalinyl, quinazolinyl, 
naphthyridinylA carba&leylAjpyridoindoiyl , 1, i-dioxo-1- 
thia-2-aza-acenaphthenw, acrMinyl, 
oxodihydroacridAyl, phebanthr idinyl , 

dihydrobenzoisoquVnolinyjV oxodihydrobehzoisoquinolinyl , 
dihydrodibenzooxetknyl, dybenzoazepinyl, 
dihydrodibenzoazep^nyl-, oxdjdihydrodibenzoazepinyl , 
benzocycloheptapyridyl, pyr 5^obenzoazepinyl, 
dihydropyridobenzoazepinyl , 
dihydropyridobenzodiazepinyl, 
oxodihydropyridobenzodiazepiny\, 
dihydropyridobenzooxepinyl or d\hydrodibenzothiazepinyl, 
bound directly or over a methyle\e group; 

is selected from 
hydrogen, C 1 -C 3 -alkyl / C 3 -C 8 -cycloaLkyl, benzyl, phenyl, 
indanyl, indenyl, naphthyl, anthryl, 

furyl, thienyl, pyrrolyl, oxazolyl, t^iiazolyl, 
isothiazolyl, pyrazolyl, imidazolyl, \hiadiazolyl , 
triazolyl, pyr idyl, 

benzofuryl, benzothienyl, indoiyl, benzooxazolyl , 
oxobenzooxazolinyl, benzoisoxazolyl, benzothiazolyl, 
benzoisothiazolyl, benzoimidazolyl and ben\otriazolyl , 
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synonymous with R 9 , but is selected independently 
* ,eof , or can be hydroxy; 



is th\ grouping 



= CR8 R 9 



which is Sound to D over a double bond, 

wherein R 8 S^nd R 9 have the above meaning, or whereby the 
grouping = §^8 R 9 can also be a ring system bound - over 
the carbon atom, selected from 

indanyl, tetrahWronaphthyl , f luoroenyl, dihydroanthry 1 , 
tetrahydrobenzoc\cloheptenyl, dibenzocycloheptenyl , 
dihydrodibenzccycMheptenyl ; 
indolinyl, isoindoMnyl, oxoindolinyl, 
tetrahydroquinoliny]^ tetrahydroisoquinolinyl , 
dihydroacridinyl, di&ydrodibenzooxepinyl, 
dihydrothienobenzothi^pinyl, dihydrodibenzothiepinyl , 
diber.zoazepinyl, dihyd^dibenzoazepinyl, 

~~ * ' f\, dim 



benzocyclohepy 
pyridinyl , p 
dihydropyridd 
oxepinyl, dih&dropyr 



is selected from 



or 




ihydrcbenzocyclohepta- 
nyl, 

dihydrcpyridobenzo- 
pinyl; 



(CH 2 ) n — (CR^RlO )m . 



NR 8 \R 9 



(G3a) 
(G3b) 



whereby m and the substituents R% R 9 and rIO C an have 
the above defined meanincs and 



is the number 0 or 1, 



has the meaning NR^, 0 or S, whereby 
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is selec\ed from hydrogen, C 1 -C3-alkyl / benzyl and 

phenyl, o\ the grouping NR 8 R 9 can also be a nitrogen 

heterocycl^bound over the nitrogen atom selected from 
indoline, is\indoline, ( 1H) -dihydroquinoline, (1H)- 
tetrahydroquiV>line, (2H) - tetrahydroisoquinoline, (1H) - 
tetrahydrobenz\(b] azepine, ( 1H) - tetrahydrobenzo- 
[c] azepine, ( mV-tetrahydrobenzo [d] azepine, (5H) - 
tetrahydrobenzo [BU oxazepine, (5H) -tetrahydrobenzo- 
[b] thiazepine, carbazole, 1, l-dioxo-l-thia-2-aza- 
acenaphthene, ( 10H)\dihydroacridine, ( 10H) - 
dihydrophenanthridin\, dihydrobenzo [d, e] isoquinoline, 
(5H) -dihydrodibenzoaz\pine, (5H) -dihydrodibenzo- 
diazepine, (5H) -dihydrobenzo [b] pyrido [ f] azepine, (11H) - 
dihydrodibenzo [b, e] oxazlpine, ( 11H) -dihydrodibenzo [b, e] - 
t hi azepine, (10H) -dihydr\dibenzo [b, f ]oxazepine, (10H) - 
dihydrodibenzo [b, f ] thiazeraine, ( 5H) - 
tetrahydrcdibenzoazocine, \llH) -dihydrobenzo- 
[e]pyrido [b] -1, 4-diazepin-s\one or (11H) -dihydrobenzo- 
[b] pyrido [e] -1, 4-diazepin-5-\ne; 

is selected from 



-NR 



11 



»R") m — R 8 



(G4a) 



or 



NR £ 



(G4b) , 



with the proviso that the structural \lement\D G 

cannot contain a total of more man 1 amide grouping 
ON-CO-C4- or ->C-CO-N<) , wherebft m an<9 the 
substituents R 8 , R 9 , R 10 , r11 and \he grdbping NR 8 R 9 can 

have the above meanings with the proviso qjat the 
residues 
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o 

II 

,A — C- 



and 



C Y (CR 9 R 10 ) m R8 



II 
O 



I 

<°>k 

cannot beXident ical , and 

Y is selected Vrom 

methylene, et^henylene, or represents a bond, and 



has the meaningV) or S; 



G 5 has the meaning 



-NR 11 SO, R 1 . 2 




(G5) 



wherein R 11 has the abo^/e meaning, and 

R 12 is selected from 

phenyl , naphthyl , anthryl ( 

thienyl, pyridyl, benzo thier^yl or quinolinyl; 
G 6 is selected from 



(G6) , 



wherein X can have th 

Ar 1 and Ar 2 are selected independently of \each other from 
phenyl, pyridyl or naphthyl; 

and whereby aromatic ring systems inVhe subsjtituents R 1 , 
R 3 , R 8 , R 9 , RlO, rII, r12, ^1 and ^2 and/or \ ring 

systems =CR 8 R 9 and NR 8 R 9 can be substituted 

independently from each other by one to three of \he same or 
different groups selected from 
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halogen, \cyano, Ci-Cg-alkyl, trif luoromethyl, 03-03- 
cycloalkyA benzyl, phenyl, hydroxy, Ci-Ce-hydroxyalkyl , C^- 
C 6 -alkoxy, On -Ce-Alkoxy entirely or partially substituted by 
fluorine, benVloxy, phenoxy, nercapto, Ci-Cs-alkylthio, 
phenylthio, sujVo, .carboxy, C 2 -C7-carboxyalkyl , C3-C7- 
carboxyalkenyl, . 0b-C7-alkoxycarbonyl, benzyloxycarbonyl , 
nitro, amino, Ci-cY-aminoalkyi , mono-C1-C5-alkylami.no, di- 
(Ci-Cg-alkyl) amino and, for two adjacent residues on the 
aromatic ring, methylenedioxy and 



whereby alkyl and cyclos^kyl residues in the Group G can be 
substituted by one or twAof the same or different residues, 
selected from 

hydroxy, carboxy, C 2 -C7-aM:oxycarbonyl , benzylox'ycarbonyl , 
amino, mono-Cx-Cg-alkylamino \nd di- (Ci-Cg-alkyl) amino 

5. Compounds according fn^ nnnV^ ■ 1 1 m r r- rording to 

the general formula (I) 



wherein the substituents have the fol\owin\ meanings 




(I) 



Rl is selected from 

hydrogen, fluorine, methyl, trif luor\met^yl, ethylthio; 

R2 is hydrogen; 
is hydrogen; 



is 0, 
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iAselected from 

ethylene or butylene, optionally substituted by hydroxy 

or onte or two fluorine atoms, or 

OCH 2 ,\sCH 2 , 

ethenyierb or 1 , 3-butadienylene; 
is selectedvf rom 

C3-Cg-alkylerA optionally substituted by hydroxy or 
phenyl; \ 

C3-Cg-alkenylene\ optionally substituted by phenyl, 
C3-C3-alkinylene ;\or 

C3-C 8 -alkyiene / C 3 -(\-alkenylene or Cs-Cg-alkinylene, in 

which one or two rrethylene units are isosterically 
replaced by 0, NH or CO; 

is selected from \ 

cyclopentylphenylmethylen A cyclohexylphenylir.ethyl , 
cyclohexylhydroxyphenylmethSQ/ diphenylmethyl, 
diphenylhydroxymethyl, dipheVl^ethylene, diphenylethyl , 
diphenylhydroxy ethyl, dipi^ffl^ethylene, 
tr iphenylmsthyl , tripheny JpthyJTS^iphenylhydroxyethyl , 
triphenyl ethylene, naphthy\methy\en^w naphthyl , 
tetrahydror.aphthyl, hydroxyVct^ ah\dron^phthyl , 
tetrahydronaphthylidene, f liLroenyY hydWoxyf luoroenyl , 
f luoroenylidene, tetrahydroblnzocyc\pheptenyl , 
hydroxytetrahydrobenzocyclohe\tenyl, 
tetrahydrobenzocycloheptenylid\ne, 

dihydrodibenzocycloheptenyl, h^droxydiVdrodibenzo- 
cycloheptenyl, dihydrodibenzocyo^Lohepte%lidene; 

phenyl-thienylmethyl, phenyl- thienylhydro^ethyl , 
phenyl- thienylmethylene, dithienylmethyl, \ 
dithienylhydroxymethyl, dithienylmethylene, phenyl - 
furylmethyl, phenyl-f uryl-hydroxymethyl, phenyl- 
furylmethylene, phenyl-pyridylmethyl , phenyl- 
pyridylhydroxymethyl, phenyl-pyridylmethylene; 
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tetr\hydroquinolinyl, tetrahydroisoquinolinyl, 
benzoqycloheptapyridinyl, benzocycloheptapyridinylidene, 
dihydrabenzocycloheptapyridinyl, 
dihydrolrenzocycloheptapyridinylidene, 
dihydrodi\enzooxepinyl, dihydrodibenzooxepinylidene , 
dihydrodib^nzothiepinyl, dihydrodibenzothiepinylidene ; 

phenylpyrrolyd, diphenylpyrrolyl , phenyl thienyl , 
diphenyl-thierVl, phenylpyrazolyl , diphenylpyrazolyl , 
phenyl imidazolyV diphenylimidazolyl, phenylpyridyl , 
diphenylpyridyl,\Lndolyl, oxoindolinyl, benzoimidazolyl , 
oxobenzoimidazolyli benzothiazolyl , oxobenzothiazolyl , 
benzoisothiazolyl, \>enzooxazolyl , oxobenzooxazolyl , 
benzotriazolyl ; 

diphenylmethylami.no / d^henylme thy 1-me thy 1 amino, 
dibenzyl amino, benzylphenyl amino, cyclohexylphenyl amino, 
triphenylmethylamino, biphenylylamino, - diphenylamino; N- 
indolinyl, N-ispindolinyl\ N- tetrahydro qui noli nyl , N- 
tetrahyc .. obenzazepinyl , N-j^henyl- 

tetrahydrobenzoazepinyl, N-l\, l-dioxo-l-thia-2-aza- 
acenaphthenyl, N-1H, 3H-benzo\de) -isoquinolinyl, N- 
dihydrodibenzoazepinyl; 



diphenylmethyloxy, diphenyii 



*&lthio; 



dipheny lace t ylamino, dipheny 
diphenylpropionyl amino, diph] 



.acetkL-phen 
:nylacr\vloy 



ylamino, 
mino, 



naphthylacet ylamino, furoylac\ylamino, benzoylamino, 



naphthoylamino, oxof luoroenylc\rbonyi amino, furoyl amino; 



diphenylmethylaminocarbonylamino\ dibe^izylaminocarbonyl- 
amino, naphthylmethylaminocarbony\amino\ 
dibenzylaminocarbonylamino, biphenylylaAnocarbonyl- 
amino, naphthylaminocarbonylamino, \ 
benzylphenylaminocarbonylamino, dipheny la:Lnocarbonyl- 
amino; diphenylaminocarbonyl -phenyl amino; \ 
diphenylfurylaminocarbonylamino, indolinyl-^-carbonyl- 
amino, isoindolinyl-N-carbonylamino, 1H, 3H- 



193 



benV) [de] isoquinolinyl-N-carbonylamino, 
tetra^ydrobenzoazepinyl-N-carbonylamino, phenyl- 
tetratwdrobenzoazepinyl-N-carbo-nyl amino, 
dihydroWibenzoazepin-N-carbonyl amino / 
dihydrobVizopyr idoazepinyl-N-carbonyl amino ; 

to lylsulf oiwl amino, naphthylsulf onyl amino , 
diphenyiphosbhinoylamino and diphenylphosphinoyiox v, 

and whereby aromatic ring systems in G can be substituted 
independently from &ach ether by one to three of the same or 
different groups selected from 

halogen, cyano, Ci-C 6 \lkyl, trif luoromethyl, C 3 -Cg- 
cycloalkyl, benzyl, ph^yi, hydroxy, Ci-Cg-hydroxyalkyl , C-, - 
C 6 -alkoxy, Ci-Cg-alkoxy \r.t irely or partially substituted bv 
fluorine, benzyloxy, phen&xy, mercapto, Ci-Ce-alkylthio, 
phenylthio, sulfo, carboxy\ C 2 -C 7 -carboxyalkyl , C3-C7- 
carboxyalkenyl, C2-C7-alkox\carbonyl , benzyloxycarbonyl , 
nitro, amino, Cx-Cg-aminoalkV, mono-Cx-Cg-alkylamino, di- 
(Ci-Cg-alkyl) amino and for tw© adjacent residues on the 
aromatic ring, methyl enedioxy, \and 

whereby alkyl and cycloaikyl residues in the group G can be 
substituted by one or two of the \ame or different groups 
selected from 

hydroxy, carboxy, C 2 -C 7 -alkox^Anyl , benzyloxycarbonyl, 
amino, mono-Cx-Cg-alkylamino and di- (VNcg-alkyl ) amino . 

Compounds of the general formula' (3k) according to «re-©f~ 
claims 1 G, characterized in that \hey a\e prlteent in the 
form of the following compounds: 

(1) ) N- [8, 8-bis- (4-fluorophenyl)-oct^]-3-^ridin-3-yl-acryl- 

amideoydrochloride 

(2) N- [6- (3, 3-diphenyl-ureido) -hexyl] -3-pyridin-3-yl- 
acrylamide \ 
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(3) N- [ 4 \l -phenyl- 1, 2, 4, 5- tetrahydrobenz^fd) azepin-3-yl)) 
butyl ]\3-pyridin-3-yl-acrylamide V S 

(4) N- (8, 8-dtfphenyl-octyl) -3-pyridin-3-yl-acrylamide 

(5) N- ( 8-hydroxV-8 , 8-diphenyl-octyl ) -3-pyridin-3-yl- 
acrylamide 

(6) N- [4- (3, 3-diphe.nyl-ureido) -butyl ) -3-pyridin-3-yl- 
acrylamide 

(7) M- [ 4 - ( 1 H , 3H-benzo Me } isoquinolin-2-yl ) -butyl ] -3-pyr idin- 
3-yl-acryl amide 



(8) n- [6- (10, ll-dihydrodifeen-zotb, f ] azepin-5-yl-^ 
carbonylamino) -hexyl ] \ ^pvx±d±xi^3~y±~a^^ 



(9) 3-pyridin-3-yl-N- [6- ( tossylamino) -hexyl ] -acrylamide 

(10) N- [4- (1, l-dioxo-l-thia-2-\za-acenaphthylen-2-yl) -butvl] 
3 -pyridin-3-yl -acrylamide 

(11) N- (6-hydroxy-6, 6-diphenyl-hexxyl ) -3-pyridin-3-yl- 
acrylamide 

(12) N- (6, 6-diphenyl-hex-5-eny]/-3^pWdin-3-yl-acrylamiae 

(13) N- [4- (4, 5-diphenyl-imidazo\-l-yl^buty^-3-pyridin-3-yl^ 
acrylamide 

(14) N- (4- (trans-2-phenyl-cycioprd^yl-carb v onylamino) -butyl 
3 -pyridin- 3-yl-acryl amide 

(15) N- (5-hydroxy-5, 5-diphenyl-penty^) -3-pyAdin-3-yl- 
acrylamide 



(16) N- (7-phenyl-heptyl) -3-pyridin-3-yl-acrylaraide 

(17) N- (4-diphenylacetylamino-butyl) -3-pyridin-3-yl- 
acrylamide 
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(18) N-[^ (benzhydryl-amino) -butyl] -3-pyridin-3-yl-acrylamide 
and 



(19) N- (4-{ [V- (benzhydrylmethylamino) -ethyl ] -methylamino } - 
butyl) -3\pyridin-3-yl-acrylamide • 



1 . Method for 
(I) 



production of the compounds of formula 




A — C OH 



cldimbV 1 — 6-7 — eharactcrizad in th 



according to 4 snc u. miiu^i u, cnaract orizad- in that - 
according to method (A) , compounds of the formula (I) are 
obtained in the manner that Varboxylic acids of formula (II), 



wherein R 1 , r2, a and k have tnte meanings given above or 
their reactive derivatives are reacted with compounds of 
formula (III) 



-N ■ 



wherein D, G and R 3 are define 
form of their active esters, ad 
especially acid chlorides, or s 
free bases or acid addition salt 
of condensation' agents, for exami3 



aboveij 
ydri 

imple lo 4 wer 



opt 



.e carbodii 



(III) 
or example in the 
id halides, 
^lkyl esters as 
ojialjW in the presence 
des, in a 



suitable, preferably inert solvent^ or pol'ar aprotic solvent 
or solvent mixture, as well as, opAionallA in the presence 
of an auxiliary base in the form of\a carbonate or organic 
amine, at a reaction temperature especially\between -40°C and 
180°C, preferably between -10°C and 130°C; oj^ 
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accordin<\to method (B) , compounds of formula (I), wherein G 
correspond^ to the meanings of G3a, G4, G5 or G6, and, 
optionally ^is equal to NR 11 , can be produced that compounds 
of formula (T\l) 




-N- 
I 

R 3 



XH 



(IV) 



are reacted with suitab]\e alkylation or arylation agents 
and/or carboxylic acid, ckrbamic acid, thiocarbamic acid, 
sulfonic acid or phosphini^ acid derivatives of formula (Va) 
to (Ve), 



L (CH 2 ) n (CR^R10)_ R 8 



■c 
II 
o 




(Va) 



(Vb) 



(Vc) 



(Vd) 



(Ve) 



wherein each L represents a suitable\nucleof|uge, or 



according to method (Bl), compounds of formula^ (I), wherein G 
has the meanings of G3a with X = NR 1 ! according, to the above 
definition, can also be produced in the manner \hat compounds 
of formula (IV) are reacted in a suitable inert Yolvent 
and/or solvent mixture with a suitable alkylation\ and/or 
arylation agent of formula (Va) , wherein m, n, R 8 ,\r9 and R 10 
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are defined as above and the leaving group L can be a 
reactive\ derivative of an alcohol/ for example a halogen 
atom, or Sulfonic acid ester, whereby the reaction preferably 
takes plac\ in the presence of bases as named above in method 
(A) and, inVhe case of the use of compounds of formula (Va) 
in the form drf their chlorides or bromides as starting 
products, theVeaction can be accelerated by addition of 
alkali metal ioVides such as sodium iodide or potassium 
iodide and whereby the reaction temperature can vary, 
especially betweel^ 0°C and 180°C, preferably between 20°c ar.d 
130 C C; or 



according to method ^2), compounds of formula (I), wherein G 
has the meaning G4 to \o according to the above definition, 
can also be produced in\that starting products of formula 
(IV) are reacted with a ^rboxylic acid, thiocarbamic acid 
carbamic acid, sulfonic aa^id and/or phosphinic acid of 
formula (Vlb) to (Vie), 



HO- 



■c — y\— (CR 9 R 10 ) r 
II * r 

o 



HO 



NR 8 R 9 




(Vlb) 



(Vic) 



(VId) 



(Vie) 



wherein m, Y, Z, R 8, r 9, R i0, r^w*, Ar 2 %id optionally 
the group Kr8 r 9 have the above mean \ ngs Q \ wi \ h their 

derivatives capable of reaction, pre\erabl\ in the presence 
of auxiliary bases in solvents and un\er conditions* as they 
are described in method (A) , or \ 



according to method (B3), compounds of formulA (I), wherein G 
represents a carbamoyl residue according to the\ definition 
G4b with Z = 0, i.e. is a arouD 
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-NR 



11 



-C 
II 

o 



NR 8 R 9 



can also betoroduced in the manner that compounds of formula 
(IV), wherein\X = NR 11 are reacted to an intermediate product 
with a carbon* group transmitter, preferably with a bis- 
trichloromethy carbonate (triphosgene) or 

carbonyldiimidazVle, especially in an absolute, inert solvent 
in the presence tertiary organic amine as an auxiliary 

base and, subsequently, without purification or isolation of 
the intermediate product, this is reacted with a primary or 
secondary amine of formula (VII), 



V H NR 8 R 9 



(VII) 



wherein R 8 and R 9 or optionally the residue NR S R 9 have the 
meanings according to the above definitions, whereby the 
temperature for the first partial reaction can lie especially 
between -40°C and 50°C, preferably at 0°C to 30°C, and, for 
the second partial reaction, between 0°C and 150°C, 
preferably in the range of-20°<£ to 120°C, and whereby 
compounds of formula (I) whereii G represents a thiocarbamoyl 
residue according to the dep*^on G4b with Z = S, i.e. is a 
group 



ill 



can be produced in an identica\ manr.er\ f ro&i the starting 
compounds of the formulas (IV) \nd (VI 3^) in that 
thiocarbonyldiimidazole or thiop\osgene \is used as a 
thiocarbonyl group transmitter, 



according to method (B4), compounds of formula (I), wherein G 
represents a carbamoyl residue or thiocarbamoyl residue 
according to the definition G4b with R 9 = hydrogen, i.e. is a 
group 
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-NR 



11 



-c 

II 
2 



IMHR 1 



can be Ardduced in the manner, that the starting compounds o 
formula MV) , wherein X = NR 11 are reacted with an 
isocyanatek or isothiocyanate of formula (VIII), 



Z = C=M — R 8 



(VIII) 



wherein R 3 has the meanings defined above, preferably in 
absolute, inerk solvents as they are considered in the above 
method (B3), especially at a, reaction temperature which can 
vary in the rang\ of -20°C to 150°C, preferably at 20°C to 
100°C. 



8 . Compound or compound mixture according tn^onr of claimc 
3 r- to - 6 for use in a therapeutic method for treatment of the 
human or animal body or in a corresponding diagnosis method. 



9 . Compound or compound mixture according to claim 8 for 
use m a therapeutic or diagnostic method, ^haractoriacd in 
<zhax these uses are in connection with cancerostatic or 
cytostatic anti-prolif erati\ve or immunosuppressive treatment 
or inhibition of abnormal cell 
formation of metastad 
su^ cable pharmaceuti< 
and/or one or more ful 



10 . Use of one or more 
' 1 to 6 for the productio 
of the human or animal bo 
above in claim 9. 



11 




growth and/or preventing the 



OjDtignally in connection with 

table adjuvants and carriers 
ingredients . 

ording to^ ono of clad mo 
nt for the treatment 
al indications named 



Medicament with an amount of on^Xor more active 
ingredients according to claim te --6 optionally in 
connection with a pharmaceutical^ acceptable carrier, next 
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to toxico\ogically safe adjuvants, optionally in combination 
with otherVactive ingredients. 

12. A method^ for tl\e production of a medicament accordinq to 
claim 11, ch a racterized in tha t one or more compounds " 
according m^r-^ nf r-\ n i mo i t-n a are processed to 
finished medicalXf orms with suitable pharmacologically 
acceptable carriers and adjuvants. 

13. Medicament according to claim 11, chara c terised in that - 
it is present in a soAid, peroral administrable form as a 
tablet, capsule, coated tablet, or as a liquid, peroral 
administrable solution ^suspension, effervescent tablet, in 
the form of tabs or sachets, optionally in sustained action, 
and/or in gastric fluid-resistant form. 

14. Medicaments according x to claim 11, n elididcLer-i - zcd in tha-fe 
it is present in the form ofVa suitable injection or infusion 
preparation together with suitable pharmaceutical^ 
acceptable carriers and adjuvants, optionally in sustained 
action form and or as a parenteral depot medicinal form or 
implant or is used in the form of a concentrate, powder or 
lyophilisate and the parenteral dilution agent is optionally 
manufactured in the packao^g^separately therefrom, so that 
the mixing of components iontainfc*d\therein with a common 
parenterally applicable dilution ag^nc is possible 
immediately before use 

15. Medicament according toVclaim 11 , ^C haracterized in thafe - 



it is present in the form of kn inhalatk<3ti therapeutic agent, 



* or an 

for example, in the form of a \pray togettfter with suitable 
pharmaceutically acceptable propellants , \carriers and 
adjuvants . 

IS. Medicament according to claim 11 , ^ G ha - racto - c - izcd in Lheri= 
it is present in the form of a transdermal therapeutic system 
for systemic treatment. 
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17. Medicament according to claim 1 1 . ^rhnrnrfcrircd in tlui 
it is pres^^t in the form of a gastrointestinal therapeutic 
system (GITS\ f or systemic treatment. 

18. MedicamentX according to claim n. ^nr^Mr . ^n^ j n t hat 
it is present iA the form of a salve, suspension, emulsion, a 
balm or plaster oV 'in the form of an externally applicable 
solution. 

19. Medicament accoVding to claim 15 for administration by 
means of a controlledX dosage aerosol or in the form of a dry 
pov.-der dosage f ormulat\on . 

20. Medicament according to claim 11 , ^ characterized in Liidl 
it is present in the formXof a rectal', genital, or 
transurethral administration emulsion, a solution, a 
liposomal solution, an impl\nt, suppository or a capsule. 



to *cl< 



21. Medicament according to 'claim 11, ^ ehaiaLL u ii^ud in tha t 
it is present in the form of a\ composition capable of being 
applied nasally, otologically d,r ophthalmologically . 



22 . Medicament according to^sage-W tho claims 11 ui 13^. 
eJaae.nLLLii.Ld in UiuL it is (present in the form of a buccally 
applicable form. \ 



23 . Medicament according to jane of theVlaim^ 11, 13- Lu j?^ . 
■aBd~4r9 v _^ charactorii.oJ iu Llh * t \ dosage unVt for single 




administration contains 0.001 t'o IOO0A200V 3000, 4000 or 
5000 mg preferably, 0.01 to 100 Vg, in\ preferred manner 1 
to 10 mg, especially 1, 2, 5, 10A20, 25V 30, 50, 75, 100, 
200, 300, 400, 500, 600 or 800 mg\active\ingredient according 
to the claims 1 to 6 . 

24. Medicament according to claim 15 , ^c ha r ac t erized in L haU 
the pharmaceutical^ acceptable carrier and\r diluent is a 
propellant aerosol. 
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25. Medicament according to claim 15 or 24 , A ehcUdi Lor iced i-a 
Jtha-fc the prdpellant aerosol is tetraf luoroethane and/or 
heptaf luoropfbpane and/or propane, butane, or dimethyl ether 
or mixtures thereof. 

26. Medicament according to^ ena e of tho claimn 15, 24 or 25 - , 
characterised in Ghcrt the propellant aerosol contains surface 
active adjuvants. \ 

27. Medicament according to^sne of tho— claims IT- ji' 15», 
charac t e i izod in that Vt contains glucose and/or lactose as a 
dry powder dosage . \ 

28. Substance or substance mixture according rc„cr_3 of the 
claima 0 or Q , characterized in that the therapeutic use 
occurs in combination with \ further cytostatic agent or 
immunosuppressive agent. \ 

29. Use of one or more compounds according to^or.2 of claims 
ir ~ tt G or --° for treatment of tHe human or animal body in the 
medical indications named in claim 9 as well as a diagnostic 
agent . \ 

30. Medicament according /o^efre ^f the claimo n anj 13 uo 
e^a-rat ^rizod in that it is present in combination with a 

further cytostatic agent orXimmunosiJpWessive agent, 
optionally in the form of seWrate dasa\e units in the 
pharmaceutical package. \ \ 

31. Use of one or more compound^ according r^rrr nf ulgjuu, 
•4=55=* for treatment of the human\ or anfmal body in the 
medical indications named in claim 9. 



